10/776,837 



=> file caplus 

FILE 'CAPLUS' ENTERED AT 11:11:17 ON 04 JAN 2005 

USE IS SUBJECT TO THE TERMS OF YOUR STN CUSTOMER AGREEMENT. 

PLEASE SEE "HELP USAGETERMS" FOR DETAILS. 

COPYRIGHT (C) 2005 AMERICAN CHEMICAL SOCIETY (ACS) 



Copyright of the articles to which records in this database refer is 
held by the publishers listed in the PUBLISHER (PB) field (available 
for records published or updated in Chemical Abstracts after December 
26, 1996), unless otherwise indicated in the original publications. 

The CA Lexicon is the copyrighted intellectual property of the 
American Chemical Society and is provided to assist you in searching 
databases on STN. Any dissemination, distribution, copying, or storing 
of this information, without the prior written consent of CAS, is 
strictly prohibited. 

FILE COVERS 1907 - 4 Jan 2005 VOL 142 ISS 2 
FILE LAST UPDATED: 3 Jan 2005 (20050103/ED) 

This file contains CAS Registry Numbers for easy and accurate 
substance identification. 



=> d que 

LI STR 



N — N 




Structure attributes must be viewed using STN Express query preparation. 
L3 87 SEA FILE=REGISTRY SSS FUL LI 

L4 2 SEA FILE=CAPLUS L3 



=> d 14 1-2 ibib abs hitstr 



L4 ANSWER 1 OF 2 
ACCESSION NUMBER: 
DOCUMENT NUMBER: 
TITLE: 

INVENTOR (S) : 



CAPLUS COPYRIGHT 2005 ACS on STN 
2004:722918 CAPLUS 
141:201720 

Novel anthelmintic and insecticidal compositions 
containing triazole derivatives 

Lee, Byung Hyun; Larsen, Martha Jane; Kubiak, Teresa 
Maria 



PATENT ASSIGNEE (S) : 
SOURCE : 

DOCUMENT TYPE: 

LANGUAGE : 

FAMILY ACC. NUM. COUNT: 
PATENT INFORMATION: 



USA' 

U.S. Pat. Appl . Publ . , 17 pp. 

CODEN : USXXCO 

Patent 

English 

2 



PATENT NO. 


KIND 


DATE 


APPLICATION NO. 


DATE 


US 


2004171650 


A1 


20040902 


US 


2004-776837 


20040211 


NL 


1025541 


A1 


20040824 


NL 


2004-1025541 


20040220 




10/776,837 



PRIORITY APPLN. INFO. : US 2003-449239P P 20030221 

OTHER SOURCE(S): MARPAT 141:201720 

GI 




R2 0 1 



AB Novel anthelmintic and insecticidal compns . contain triazole derivs. (I; 
wherein Rl, R2, and R4 = independently H, Cl-8 alkyl, (un) substituted Ph, 

(un) substituted benzyl, (un) substituted heteroaryl, and (un) substituted 
heteroarylmethylene; R3 = H, Cl-8 alkyl, heteroalkyl, cycloalkyl, aryl, 
heteroaryl) as active ingredients. Parasitism by insects or helminths is 
treated by administering to a mammal a therapeutically effective amount of I 
or a pharmaceutically acceptable salt, 
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AB The invention relates to- novel anthelmintic and insecticidal compns . in 
general, and, more specifically, compns. containing carbonylmethylthio 
triazole derivs. of formula I [wherein Rl, R2, and R4 independently are H, 
alkyl, (un) substituted Ph/benzyl /heteroaryl /heteroarylmethylene; R3 is H, 
(hetero/cyclo) alkyl , (hetero) aryl) as active ingredients. Compds . I with 
7 specific exclusions are also claimed per se. Parasitism by insects or 
helminths is treated by administering to a mammal a therapeutically 
effective amount of I or a pharmaceutically acceptable salt. Thus, compound 
II was obtained in three steps via addition of isonicotinic hydrazide with Ph 
isothiocyanate, intramol . cyclization in aqueous NaOH, and alkylation with 
2-chloro-l- (4-methoxyphenyl) ethanone. The compds. showed anti-parasitic 
activity with IC50 of 0.00018-14600 nM (54 nM for II) in an allatostatin 
receptor binding assay, and anthelmintic activity in an Ascaris suum 
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muscle tension assay (II had excitatory activity at a concentration of 30 ^iM) . 
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